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I. (Original) Compounds having the stfueture 'of Formula I: 




R 2 R 1 
Formula! 

their phannaceutically acceptable salts, pharmaceutical iy acceptable solvates, enaiitioniers, 
diastereoniers or N-oxides wherein 

1) when X is oxygen in Formula I; 

Rj is selected from: hydrogen; alkyl; alkenyl; alkynyl; cyeloalkyl; cyano; nitro; amino; 
substituted amino; hydroxy!; alkoxy; aryloxy; COR'; COOK' 

(wherein R' can be hydrogen, alkyl. alkenyl, alkynyl, (un)samrated eyclbalkyj, 

aiyl; aralkyl; heleroatyl; heterocyelyl; (heteroaryl) alkyl; (heteroeyclyi) alkyl; (CHi)f . 4 QR' 
(wherein R' is as defined above* but also including hydroxy); ;''C(=0)NR x R y 

(wherein R x and % Can be independently selected from hydrogen, alkyl , Cm 
alkenyl, alkynyl, (un)saturated cyeloalkyl, aryl, aralkyl, heteroaryl, 
heteroeyciyl, heteroarylalkyl, or laeterocyclylalkyl); or 
(CH 2 ) m -C(=0)R 3 

f wherein m is an integer in the range of 0-2 and Rj can be optionally substituted 
Rppr (wherein R p ean be a 4-12 membered (un)saturated monocyclic or 
bieyclic ring containing 1-4 hetcroatom(s) selected from N, O and S wherein the 
ring can be attached to (GH 2 ) m C(=G) through N and R (f can be a 4-12 membered 
(un)saturated monocyclic or bieyelic riiig containing 0-4 heteroatom(s) selected 
from the group consisting of M, O and S wherein the ring can be attached to 
(CH a ) t X(^0) through C) and Wh^Iii:.tM^^t|^jts : ::dfR3 can be one or more ofr 
alkyl, alkenyl, alkynyl, (unjsaturafed cyelbalkyl, halogen, hydroxyl, alkoxy, aryloxy, 
nitro, cyano, amino, substituted ami^».|^dm^lk^l».dH<3i, aeyl, optionally substituted 
amino (wherein the substi tuents are selected from Ci~C { , alkyl, aryj, aralkyl, or 
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eycloal.kyl), aryl, carboxyi, alkaryi, carbamoyl, a&yl ether, C(=0)NU 5 R 6 (wherein R s .and Re 
are independently selected from hydrogen, alkyl, alkenyl, alkynyl , aryl, and 
aralkyl), optionally substituted :m0po£ye^ carboeyelie ring 

system {wherein the options 1 suhslituent (s) is/are selected from alkyl, alkenyl, alkynyl , 
halogen, hydroxy!, and alkoxy), heteroaryi, heterocyclylj heteroaiylafkyl, or 
heterocyciyialkyl]; 

Rs is selected from: eyano; heteroatyl; heteTOCyclyl; or (CH^nNHCDR-/ (wherein n 
represents an integer 1 to 6 and R? can represent hydrogen, alkyl, alkeny l, alkynyl, 
(unsaturated , cycloa.1k.yl, alkoxy, aryloxy, aryl, aralkyl, heteroaryi, beteroeyefyl, (CHj)i_ 
4OR' wherein R' is the same as defined above, or NR*R y wherein R x and R v are the same as 
defined above); 

R4 is selected from: hydrogen; alkyl; halogen; eyano; carboxy; or C(=0)NR x R y wherein R* 
and R y am the: same as defined above; 

Xi and Xa are independently selected from: hydrogen; alkyl; alkenyl; alkyhyl; eycldalkyk 
aeyl;: aryl; aralkyl; heteroaryi; heterocyelyl; (heteroaryS)alkyl; or (heierocyciyi)alky! ; 

Y is selected from: an oxygen atom; a sulphur atom; or NR. 

(wherein R is selected from hydrogen, alkyl, alkenyl, alkynyl, unsaturated} 
cycloaikyl, acyl, aryl, aralkyl, .heteroaryl, heterocyelyl, (heteroaryl)aikyl, or 

(hetefocyelyi)alkyi}; 

Y'i and :% are independently selected from: hydrogen; alkyl; nitro; eyano; halogen; OR 
wherein R is the same as defined earlier; SR wherein R is the same as defined earlier; NHR 
wherein R is the same as defined earlier; GOOR'; or COR' whereiniR' is the same as defined 
above, or further, YjandX*, X f and Y 2s X } and X 3 may together form a ring fused with die 
ring A containing 3-5 carbon atoms : v^thJa. : ^:TBBg,ancl having 1 -3 heteroatoms selected from 
N, 0 or S; and 

2) when X is NRs or S wherein R s is hydrogen, lower alkyl (Ci-C{,) or aryl; 
Ri, R4, Xi, Xj, Y, Yj and Y2 are the same as defined above; 
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R 2 is selected from: {CH) n NHCGS.7 (wherein ri represents an integer i to 6 and .R 7 is the 
same as defined above), 

with the provisio that when Ri is heterooyclyi, R* can not he (GHi)t-tOR', C(-Q)NR x R y or 
(CI-I 2 ) ni -C(~0)R 3 . 



(Original) A compound having the straeture of Forma la XXXIV, 




formula XXXI V 



their : pharmaceutical ly acceptable salts, phamiaceutically acceptable solvates, enantiomers,, 
diMfereSmers or N-oxides 

wherein 



R t is selected fiotn: hydrogen; alky!; alkenyl; alkynyl; eyeloalkyl; cyaito; nitre; amino; 
substituted amino; hydroxyl; alkoxy; aryloxy; COR'; COOR' 

(wherein R' can be hydrogen, alkyl, alkenyl. alkynyl, (un)saturated eyeloalkyl. 

aryk aralkyl, heterocyclyi, (heterocyelyt)alkyh or (heteroaryl)alky!); 
aryl; aralkyl; heteroaryl; heterocyclyi; (heteroaryl) alkyl; (heterocyclyi) alkyl; (CH>)mOR' 
(wherein R' is as defined above, but also including hydroxy); C{~0)NR s R y 

(wherein R s and R y can be independently selected from hydrogen, alkyk C3-6 

alkenyl, C3.6 alkynyl, (un)saturated eyeloalkyl, aryl, aralkyl, heteroaryl, 

heterocyclyi, heteroarylalkyl, of heteroeyclylalkyi}; or 
(CH>.) t „-C(-0)R 3 

[wherein m is an integer iri the range of 0-2 and R 5 can be optionally substituted 
R P or R q (wherein R p can be a 4-12 merabered (un)saturated monocyclic or 
bicyc lie ring containing 1-4 heteroatom(s) seleeted from N, 0 and S wherein the 
ring can be attached to (CjBj^OCHP) through H and R q cau be a 4-12 membered 
(uii)satnrated monocyclic or bieyelie rmg containing 0-4 heteroatom(s) selected 



RLL-544IJS 
PAIXE ei al. 
Page 5 of 20 

from the group consisting of N, O and S wherein the ring can be attached to 
(CH^C^O) through C) and wherein fee substitnents of :Rj can be one or more of: 
alkyl, alkenyl, alkynyl, (mi)saturated eyeloah^l, halogen^ aryloxy, 
nitre, eyano, amino, substituted amino, hytoxyailyl, oxo, acyl, optionally substituted 
amino (wherein the substitueiits are selected from C;-Q> alkyl, aryk aralkyi, or 
eyeloalkyl), aryl, caihoxyi, alkaryl, carbamoyl, alkyl ether, C( sa O)NRsR6 (wherein R$ and 
are independently selected from hydrogen, alkyl, (%<s Mkenyl, Cv(, alkynyl, aryl, and 
aralkyi), optionally substituted monocyclic or bieyeiie 442 rriembered carbocyclie ring 
system (wherein the optional substituent(i) is/are selected from alkyl, alkenyl, alkynyl, 
halogen, hydroxy!, and aikoxy), heteroaryl, heterocyelyl, heteroaiylalkyl, or 
heteroeyelylalkyi]; 

R4 is selected from; hydrogen; alkyl; halogen; cyano; carboxy; or G0O)NR x Jiy wherein R s 
and liy are the same as defined above; 

Xj and X2 are independently selected from: hydrogen; alkyl; alkenyl; alkynyl; eyeloalkyl; 
aeyl; aryl; aralkyi; heteroaryl; heterocyclyl; (heteroaryi)alkyl; or (heteroeyelylalkyi; 

Y is selected from: an oxygen atom; a sulphur atom; or NR 

(wherein R is selected from hydrogen, alkyl, alkenyl, alkynyl, un(saturated) 
eyeloalkyl, acyh aryl, aralkyi, heteroaryl, heterocyeSyl, (heteroarylalkyl, or 

(helerocyclyi)alkyl): 

Yj and Y? are independently selected from; hydrogen; alkyl; niiro; cyano; halogen; OR 
Wherein R is the same as defined earlier; SR wherein R is the same as defined earlier; NHR 
wherein R is the same as defined earlier; GGOR'; or COR' wherein R' is the same as defined 
above, or further, Y 1 and Xj, Xj and Y 2 ,%\ and X 2 may together form a ring fused with the 
ring A containing 3-5 carbon atoms within die ring and having 1-3 Iieteroatoms selected from 
N, O or S; and 

R19 represents -C^DNHNMj, or 

NH z , wherein R' is the same as defined tor Formula 1. 
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3. 



(Original) The com pound of claim I having the siraeture of 'Formula XXXII, 




Forma b XXXI! 



their pharmaeeutseatly acceptable salts, pharmacetitically acceptable solvates, enantiomers, 
diasfcereomers orN-oxides wherein 

wherein 

&i is selected ; from: hydrogen; alkyi; alkenyl; alkynyl; cycloalky!; cyanp; sjiiro; amino; 

sttbstiMted amino; hydroxy!; alkoxy; aryloxy; COR'; COOR' 

(wherein R' can be hydrogen, alkyi, alkenyl, alkynyl, (un)saturated eycloalkyl,: 
atyl, aralkyl, heterocyelyl, (heterocyclyI)alkyl, or (heteroaryl)aikyl); 

aryi; aralkyl; heteroaryl; heterocyelyl; (hete^iyl); -alkyi; (Ireterocyclyl) alkyi; (CH^OR' 

(wherein R' is as defined above, but also including hydroxy); C(=0)NR s R y 

(wherein R s and R v can be independently selected from hydrogen, alkyi, C 3 .<5 
alkenyl, C>6 alkynyl, (un)saturated eyeloalkyf, aryl, aralkyl, heteroaryh 
heterocyelyl, heteroarylalkyk or heterocyclylaiky}); or 

(CH 2 ) 1! ,-C;(=0).R3 

[wheyein m is an integer in the range of 0-2 and R 3 can be optionally substituted 
R p or R,, (wherein Rp.canbe a 4-i%membem& (wn)saturated monocyclic -or 
bicyclic ring containing 1-4 heteroatom{s) selected from N, O and S wherein the 
ring can be attached to- (C%)*t£H$ -:aad.%cari be a 4-12 membered 

(unsaturated monocyclic or hieyclie ring containing 0-4 heteroatom(s) selected 
from the group consisting of J?,- ©and S wherein the ring can be attached to 
'(CB2) m C(~d) through C) and wherein die stibstituents of lh can be one or more of: 
alkyi, alkenyl, alkynyl, (un)satui-ated eycloafkyk halogen, hydroxyk alkoxy, aryloxy. 
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mivo; eyano, amino, substituted aminG/liydroxyalkyl. Oxo, acyl, Optionally substituted 
amino (wherein the subsntuents are selected from Ci-Co alkyl, aryl, aralkyl, or 
cyeloalkyl), aryl, earboxyl, alkaryl, carbamoyl, alkyl ether, G(=0)NRs.R ( j (wherein R 5 and R {1 
are independently selected from hydrogen, alkyl, CVs alkenyl, €34 aikynyi, aryl, and 
aralkyl), .optionally -substituted Moheeyelie of bieyclic 4-12 membered carbocyclic ring 
system (wherein the optional substiment(s) is/are selected from alkyl, alkenyl, aikynyi, 
halogen, hydroxy!, and alkox;'), heteroaryh heterocyelyl, heteroarylalkyi, or 
lieterocyelylaikyl]; 

R 4 is selected from: hydrogen; alkyl; halogen; eyano; earboxy; or e(=0)NR. < R y wherein R s 
and R y are the same as defined, above; 

Y is selected from: an oxygen atom; a sulphur atom; or NR 

(wherein R is selected from Hydrogen, alkyl, alkenyl, 'aikynyi, un(saturated) 
cyeloalkyl, acyl, aryl, aralkyl, hefemaryi, heterocyelyl, (heteroaryl)alkyl, or 

! :(heteroeyclyl)alkyi); 

Y'i and Yi are independently selected from: hydrogen; alkyl; nitro; cyano; halogen; OR 
wherein R k tile sathe as defined earlier; SR wherein R is the same as defined earlier; ISfHR 
wherein R is the same as defined earlier; POOR y or COR' wherein K is the same as defined 
above, or further, Yj and X 2 , X| and Yij Xrand X 2 may together form a ring fused with the 
ring A containing 3-5 carbon atoms within the ring and having 1-3 heteroatoms selected from 
N, 0 or S; 

Xi represents alkyl; 

Xj represents alky!, cyeloalkyl or aralkyl; 

Xj, X 4 , % and X f , independently represent C, €1:1, 0% CO, CS> NK, N, 0, S; R, 5 , R J6 , and 
R.j? independently represent no atom, alkyl, GOCH3, COOC^Hs, NH 2s NH-cyclopropyh CM, 
SH; and 

--— represents an optional single bond. 
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4. 



(Original) The compound of claim 1 having the structure of Formula XXIII, 




Rt8 



Formula XXXII! 



solvates, enantiomers , 



their pharniacetitieally acceptable salts, pharfnaceutiea'Hy acceptable 
diastereomers or N-oxides wherein 

wherein 



Rj is selected from: hydrogen; alkyt; alkenyi; alkyriyl; cycloalkyl; cyano; nitro; amino; 
substitiited amino; hydroxy!; alkoxy; atyjoxy; COR'; COOR' 
(therein ,R' caii fee hydroge% 

arylj aralkylj feeterocyclyk (heterocyolyi)alkyk or (heteroary1)aJkyl)V 
atyl; arilkyl; heteroajyt; heterocyclyl; (beteroaryj).:alkyl; (heterocyclyl) alkyl; (CHa)futdR' 
(wherein R' is as defined above, but also including hydroxy); G^-OlNR^lly 

(wherein R* and Rj can be independently selected from hydrogen, a Iky I, C3.fi 

alkenyi, alkynyl, (im)saturated ■ cycloalkyl, aryl, araikyl, heteroaryl, 

heterocyclyl, heteroarylaikyl, or heterocyciylaikyl); or 
(CH 2 )„rC(=0)R, 

[wherein m is an integer in the range of 0-2 and R 3 can be optionally substituted 
R f) or R q ( wherein R p can fee a 4-12 inembered(un)sahtrated monocyclic or 
bicyclic ring containing 1-4 tieterQatom{s) selected from Nj O and S wherein the 
ring can be: attached to (CH 2 ) m Ci~=0) through N and R q can be a 4- 1 2 membered 
(un)saturated monocyclic or bieyelie ring containing 0-4 heteroatom(s) selected 
from the group consisting of M, O and S wherein trie ring can be attached to 
(CH2) m C(=0) through C) arid W'hereifj the substituetits of R 3 can be one or more of: 
alkyk alkenyi, alkynyl, (un)saturated cyeloalkylj halogen, hydroxys, alkoxy, aryloxy. 
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iiitfo. cyano, amino, substituted amino, hydroxyalkyl, qxo, acyi, optionally substituted 
amino (wherein the substituents are: selected from CVG, alky], aryl, aralkyl. or 
cycloaikyl), aryf earboxyl, alkaryl, G^barn^ alkyl ether, .€{K))NR^ (wherein R5 and Re- 
are independently selected from hydrogen, alkyl, Cm alfcenyl, Gj.s aikynyS, aryl, and 
aralkyl), optionally substituted monocyclic or bieyclie 4-1 2 membered carhocyclic ring 
system (wherein the optional substituent(s) is/am selected from alkyl, alkenyl, alkynyl, 
halogen, hydroxy!, and alkoxy), hereroaryl, heterocyclyl, heteroaiylalkyl. or 
lieteroeyclyialkyl]; 

R 4 is selected from: hydrogen; alkyl; halogen; cyano; carboxy; or e(=0)NR ?: R y wherein R ?; 
and R v are the same as defined abo ve; 

X\ and X? are independently selected from: hydrogen; alkyl; alkenyl; alkynyl; cycioaikyl*: 
aeyl; aryl; aralkyl; heteroaryl; heterocyclyl; (heteroaryl)alkyl; or (heterocyclyl jalkyl; 

Y is selected from:: an oxygen atom; a sulphur atom; orNR 

(wherein R is selected from hydrogen, alkyl, alkenyl, alkynyk ; un(saturaied) 
eyclpalkylj aeyl, aiyl, araikyT heteroaryl, heterocyclyl, (heteroarylalkyl, or 

(lieteroeyelyl)alkyl}; 

Y\ and ¥3: axe independently selected from: hydrogen; alkyl; nitre; cyano; halogen; GR 
wherein R is the same as defined earlier;- SR wherein R is the same as defined earlier; NHR 
wherein R is the same as defined earlier; COGR; or COR' wherein R' is the same as defined 
above, or further, Y 1 and X 2j X s and Y 2 , X { and X 2 may together form a ring fused with the 
ring A containing 3-5 carbon atoms within the ring and having i-3 heteroatoms selected from 
H O or S; 

X? represents O or S; and 

Ris represents hydrogen, alkyl, aryl, heteroaryl, cycloaikyl or heterocyclyl. 

5, (Original) The compound of claim 1 wherein R? is cyano. 

6. (Ori ginal) The compound of claim I wherein R 2 k (CH^nNHCDR?, n represents an 
integer I to 6; and R 7 . can represent hydrogen, alkyl, alfeenyl, alkynyf (un)saturaied, 
cycloaikyl, alkoxy, ary-loxy, atyi^ ?r3il^l,:.Wii^3!a^l, jteteirmyclyi, (CHi)j- 4 OR r wherein W is 
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!he same as defined above, or N R^Ry (whereiri and R y can be independently selected from 
hydrogen, alkyi, <>,.., alkenyl, C 3 , ft alkynyl, (ufi)sat»rateei cyelpalkyl, aryl ., aralkyl, heteroaryl, 
heteroeycly], heteroarylalkyl, or heterac^yclylalkyijl. 

7. (Original) The compound of claim 1 whepts Ej is o-membered heteroaryl. 

8. (Original) A pharmaceutical eoiJiposiibn eomposirig a therapeutically effective' 
amount of a compound of claim 1 , togemer with at least one pharmaceutically acceptable 
carrier, e^cipient or diluent, 

9. (Original) A method for treating, preventing, inhibiting or suppressing an 
inflammatory condition or disease in a patient, comprising administering to the said patient a 
therapeutically effective amount of a compound of claim 1. 

1 0. (Original) A method for treating, preventing, inhibiting or suppressing an. 
inflammatory condition or disease in a patient, comprising administering to the said patient a 
therapeutically effective amount of a pharmaceutical composition of claim 8. 

11 . (Original) A method for the treatment, prevention, inhibition or suppress tan of AIDS i 
asthma, arthritis, bronchitis, chronic obstructive pulmonaiy disease (COPD), psoriasis, 
allergic rhmitiSi shock, atopic dermatitis, Crohn's disease, adult respiratory distress syndrome 
(ARDS), eosinophilic granuloma, allergic conjunctivitis, osteoarthritis, ulcerative colitis and 
other inflammatory diseases in a patient comprising administering to said patient a 
therapeutically effective amount of a compound of claim I . 

12. (Original) A method for the treatment, prevention, inhibition or suppression of AIDS., 
asthma, arthritis, bronchitis, chronic obstructive pulmonary disease (GOPD), psoriasis, 
allergic rhinitis, shock, atopic dermatitis, Crohn's disease, adult respiratory distress syndrome 
( A.R.DS), eosinophilic granuloma, allergic conjunctivitis, osteoarthritis, ulcerative colitis and 
other inflammatory diseases in a patient Comprising administering to said patient a 
therapeutically effective amount of a phatniaceutical composition of claim 8 . 
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13. (Original) A method, for the pi^m^«B:of«pmpGttnds;o-fFoTffl«lia VII (a), 




O 



n—o 



Formula V!i(a) 

their : pharmaceutical^ acceptable salts, pharmaseutieally acceptable solvates, enantiomeis, 
diastereomers or N-oxides, the method comprising; 

reacting a .compound of Formula 11 



X 




Y 2 

Formula H 



with a compound of Formula X 2 Z (wherein Z is halogen) to give a compound of Formiila III, 
wherein 

X 2 V| o 




>*2 

Formula 111 



X! and X 2 are independently selected from; alkyl; allcfinyl; alkynyl; cycloalkyi; acyl; aryl; 
araikyl; heteroaryk heterocyelyl; (heteroaryl)alkyi; or ineterocyelyl)alkyl; 

Yi and Y 2 are independently ssieeted Jrom: ;Sb^(»gea;-a&yi?-nitm; eyano; balbgett; OR 
wherein R is die same as defined earlier- $R wherein R is ihe same as defined earlier; N.HR 
wherein R is the same as. defined earlier; GQOR'; or COR' wherein R' is the same a$ defined 
above, or fiirther, % and X 2 , Xj and Y 2i X r and X 2 rilay together form a ring fused with the 
ring A containing 3-5. carbon atoms within fee ring and having 1-3 heteroatoins selected from 
RO or S; 
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reacting the eonipourtd of Formula 111 with'hytoxyklaind-hydrdbWoride. to give a compound 
of Form u la IV; 




Formula IV 

treating the compound of Formula IV 'with a compound of Formula 
Formula VI 



V to give a compound of 



R, 



Rr 




Formula V 

whereirs 

Ei is selected from; hydrogen; aikyl; aikenyl; alkyityl; cycloalkyl; eyano; nitre; amino; 

substituted amino; 'hydroxy!; alkoxy; ; aryloxy; £OR'; GQQR' 

(wherein R' can be hydrogen, aikyl, aikenyl, alkynyl, (unsaturated cycloalkyl, 
aryl, aralkyi, heterocyclyi, |het^cy4yj^]kyl, or (heteroar^l)alkyl); 

aryl; aralkyi; heteroaryl; heterocyclyi- (heteroaryl) aikyl; (heterocyclyi) aikyl; (C21 2 )m0R' 

(wherein R' is as defined above, but also feelud-ing hydroxy); G{^)MR s Ry 

(wherein R s and R y can be mdependeriJiy selected from hydrogen, aikyl, C 3 . 6 
aikenyl, CW, alkynyl, Cun)saturated cyCiloalkyk aryl, aialkyl, heteroaryl, 
heterocyclyi, heteroarylalkyL m heteroeyciylaikyl)- or 

(CH 2 ) m -C(=0)R 3 

[wherein m is an integer in the range of 0-2 and R :i can be optionally substituted 
R p or % (wherein RpGan be a 4-12 memhered (un)saturated! monocyclic or 
bicyel tc ring containing 1 -4 heteroatora(s) selected from N, O and S wherein the 
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ring- can be attached to (CH2 j„C:(™C)) through M and can be a 4-1 2 membered 
^unsaturated monocyclic or bieyeUc r nig eontammg G-4 heteroatornfs) .selected 
from the group consisting of O and S wherein the tiftg can be attached to 
(CH 2 ) m C{=0) through €) and wherein the snbstituents of Rj can be one or more of; 
alky], alkenyl, alkynyl, (iij))saturated eyckalkyi, halogen, hydroxy^ alkoxy, aryioxy. 
nitroj cya.no, amino, substituted amino, hydroxyalkyl, oxo, aeyk optionally substituted 
amino (wherei n the substituents are selected from Ct-Ce aikyi, aryl, araikyl or 
cycloalkyl), aryl, earboxyl, alkaryl, carbamoyl, alkyi ether, C(=Q)NR 5 R<-, (wherein R? and Rf, 
are independently selected from hydrogen, alkyi, Q%4 alkenyl, C 3H s alkynyl, aryl, and 
aralkyl), optionally substituted monocyclic orbieyelie 4-12 membered earbocyeiic ring 
system (wherein the optional suhstituent(s) is/are selected from alkyi, alkenyl, alkynyl, 
halogen, hydroxy!, and alkoxy). heteroaryl, heterocyclyl, heteroarylalkyl, or 
heteroeyclylalkylj; 

R4 is selected from: hydrogen; alkyi; halo^-«y|!S0^^feoxy; or C("0|NR x R v wherein R x 
and Ry are the same as defined above; 

and Rr represents [(GH^CN, CQ0H, COOCH3, CHO or pyridyl, wherein n is 0 to 2)]; 

reacting the com pound of Fonnu la VI with hydroxylamine hydrochloride (when R* is to 
give a . compound of Formula VII; and 




Formula VII 



reacting the compound of Formula VII with a Compound of Formula (R'CO'hO to gme the 
compound of Formula VTI(a) (wherein R f can be hydrogen, alkyi, alkenyl, alkynyi, 
(unsaturated cycloalkyl, aryl, aratl^i, .^^<^^l^V : ^e«eraeycl^l)alkyl,. or (heteroaryl)alkyl). 

1.4. (Cancelled) 



1 5. (Cancelled) 
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16. 

1.7. 

it. 

19. 



(Cancelled) 
(Cancelled) 
(Cancelled) 
(Cancelled) 



20. (Cancelled) 



21 . (Original) 'A method for the preparation of compounds of Formula XX 




" Formula XX 

their phaniiaceutically acceptable salts, pharniaeeutseally acceptable solvates, enantiomerS, 
diastefeOTners or H -oxides, 

whershi 

Rt is selected from: hydrogen; alky!; alkenyl; alkyiiyl; cycloalkyl; cya'no; nitro; amino; 

substitiited amirio; hydroxyl; alkoxy; aryloxy; COR'; COOR' 

(wherein R' can be hydrogen, alkyl, alkenyl, alkynyl, (un)saturated cycloalkyl, 
■aryt, aralkyt, heterocyelyl, (heterocyclyl)alkyh or (heteroaryl)alkyl); 

afyl; aralkyl; heteroaryl; heleroeyclyl; (heteroaiyl) alkyl; (heterocyejyl) alkyl; (CH 2 ) H QR' 

(wherein R' is as defined above, but also including hydroxy); C(K))NR x R y 

( wherein R K and R v can be independently selected from hydrogen, alkyl, C34: 
alkenyl, Cu, alkynyl, (un)satnrated eyeloalkyl, aryl, aralkyl; heteroaryl, 
he-terdcyelyl, he ternary lalkyl, or heterOcyclylalkyl); or 

(ce 2 ) i51 -c(-o)R, 

[wherein m is an integer in the range of 0-2 and Rj can be optionally substituted 
RpOT Rq (wherein R p can be%-4-12 ; '«ner^^,(tfaj|S^$wmted monocyclic or 
bieyelie ring containing 1-4 heteretatom(s) selected from N, O and S wherein the 
ring can bo attached to (CH2) m C(-Q) through N and R q can be a 4-12 raerabered 



RLL-544US 
PALLE et al. 
P age 15 of 20 

(un)satufated- rao?iOeye.Hc.x5rbicyelie ring containing Q~4 heteroatom(s) selected 
from the group consisting of M, 0 and S whereiii die ring can be attached to 
(CHi.)mC(-0) through C) and wherein the subsdtuenis of R 3 can be one or more of: 
alkyi, alkenyi, alkynyl , (un)saturated eyelealkyl, halogen, hydroxyl, alkoxy, aryloxy, 
nitre, cvano, amino, substituted amino, hydrpxyalkyl, oxo, acyl, optionally substituted 
amino (wherein the substituents are ^%^d : jtop8n.-C{H£6; alkyi, aryl., aralkyi, or 
eycloalkyl), aryl, carboxyl, atkaryl, carbamoyl, alkyi ether, C(=0)NR;$R<s (wherein R 5 and R§. 
are independently selected from hydrogen, alkyi, alkenyi, -C^ alkynyl, aryl, and 
aralkyi), optionally -substituted monocyclic or bicyolie 4-1 2 rnembered earbocyelic ring 
system (wherein the optional substituent(s) is/are selected from alkyi, alkenyi, alkynyl, 
halogen, hydroxy!, and aikoxy), heteroaryl, heteroeyeiyl, heteroaxylalkyl, or 
heterocyclylalkyl]; 

& is selected from: hydrogen: alkyi; halogen; eyano; carboxy; at C(=Q)NR x Rj, wherein R^ 
and [| y axe; the same as defined above; 

X| and; 5^2 are independently selected from: hydrogen; alkyi; alkenyi; alkynyl; cyeloaikyi; 
aeylj ajryi; aralkyi; heteroaryl; heteroeyeiyl; (heteroaryi)alkyl; or (hcteroeyelyl)alkyl; 

yj ahd Vi ate independently selected from: hydrogen; alkyi; nitro; eyano; halogen; OR 
wherein R is the same as defined earlier; $R wherein R is the same as defined earlier; K'HR 
wherein R is the same as defined earlier; COOR'; or COR' wherein R' is the same as defined 
above, or further, Y ( and X 2 , X s and Y?, Xj and X 2 may together form a ring fused with the 
ring A containing 3.-5 carbon atoms within the ring and having 1-3 heteroatoms selected from 
N, O or S; and 

Rij is alkyi, eyoloalkyl, aryl, heteroaryl or heteroeyeiyl; 
the method comprising; 

reacting a compound of Formula W-^i^,a^n^^-:0fFortaul» XVI 




Formula ! V Formula XV! 



to give a compound of Formula XVII ; 
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Formula X VI i 



treating the compound of Formula XVII with potassium phmalamtde to give a compound of 
Formula XVI II; 

Q 



f / \\ 





Formula XVIII 

treating the compound of Formula XViO with a hydrazine hydrate to give a compdund of 
Forhtu la XIX; and 




v 3 

Formula XIX 



treating the compound of Formula XIX^viijj-.^.^pc^ndpf^orinulkRnCOCi or R12CDOH 
to give the compound of Formula XX, 

22. (Original) A method for the preparatioti of compounds of Formula XXIII 




PwmtsiaXXJtt 
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their phannaceutieally acceptable salts, pfearmaceiitieally acceptable solvates. enantiomers, 
diastereoniers or N-oxides, 

wherein 

Ri is selected from: hydrogen; ai|J^i^.-atk«tayi^ ^i^yi^^Q^iiQ«;flqyri^ cyano; nitro; amino; 

substituted. amino: .hydroxy!; alkoxy; aryloxy; GQR'; GOGR' 

(wherein R' can be hydrogen, alkyl, alkenyl, alkynyl, (unsaturated cyeloalkyl 
aryl, aralkyl, heteroeyclyl, (beteroeyclyl)alkyl, or {heteroaryr)alkyl); 

ary'l; aralkyl; heteroaryl; heteroeyclyl; (heteroaiyl) alkyl; (heteroeyclyl) alkyl; (C'HjJmOR' 

(wherein R' is as defined above, but also including hydroxy); C(=Q)NR x Ry 

(wherein R x and R y can be independently selected from hydrogen, alkyl, Cm 
alkenyl, C;u> alkynyi, (unsaturated eycloalkyl, aryl, aralkyl, heteroaryl, 
heteroeyclyl, neteroarylalkyl, or heteroeyclylalkyl); or 

(GH 2 :} m C(=0)R 3 

[wherein m is an integer in the range of 0-2 and R 3 can be optionally SubStittited 
Rp or % (wherein R p can be a 4-12 membered (unsaturated monocyclic or 
bicyclie ring containing 1-4 heleroatom(s) selected from % O and S wherein the 
ring can be attached to {GH?) m C(=0) through N and R^ can be a 4-12 membered 
(un)saturated monocyclic or bicyclie ring containing 0-4 hetefoatom(s) selected 
from the group consisting of N, 0 and S wherein the ring can be attached to 
(CH2) m C("0) through C) and wherein the substduente of R 3 can be one or more of: 
alkyl, alkenyl, alkynyl, (un)saturated cyeloatkyl, halogen, hydroxy 1, aikoxy, aryioxy, 
nitro, cyano, amino, substituted amino, hydroxyalkyl, oxo, aeyl, optionally substituted 
amino (wherein the subsdtoenis are seleeted from C j-Q alkyl, aryl, aralkyl, or 
eycloalkyl),- aryl, carhoxyl, alkaiy], carbamoyl, alkyl ether, G(^)NR 5 R 6 (wherein R 5 and R« 
are independently selected from hydrogen, alkyl, C34 alkenyl, C^ alkynyl, aryl, and 
aralkyl), optionally substituted monocyclic or bieyelte 4-12 membered car'beicycUc ring 
system (wherein the optional substiMent(s) is&ra selected from alkyl, alkenyl, alkynyl, 
halogen, hydroxyl, and alkoxy), heteroaryl, hetsrocyclyl, heteroarylalkyf, or 
heteroeycly la ikyl] ; 
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R4 is selected from: hydrogen; aft^j; ledger*; -l§?*£^fctf(w^0r ^(OJNRx'Ry wherein R*. 
and R y are the same as defined above; 

X t and Xj are independently selected front; hydrogen- alkyl; alkenyl; alkynyi; eyeloalkyl; 
aeyl; aryl; afalkyl; heteroaryl; hetetts^jftelyJ*- {Hef£isfciyl)a1kyl; or{heterocyciyl)aIkyl; 

Yj and Y? are independently selected ffGm: bydrogem alkyl; nitro; cyano; halogen; OR 
wherein R is the same as defined earlier; SR wherein: R is the same as defined earlier; MBR 
wherein R is the same as defined earlier; CQQR'; or COR' wherein R' is the same as defined 
above, or further, Yj and % f X\ and Y 2 , Xt and X? may together form a ring msed with the 
ring A containing 3-5 carbon atoms within the ring and having 1-3 heteroatoms selected from 
M,: O or S; and 

Rjj is alkyl, aryl or heteroaryl; 

the method comprising 

reacting compotinds of Formula XXI with hydroxylamine hydrochloride to give compounds 
df Formula XXO , 



NH> 



Formula XX! 




OH 



Formula XXil 



which on reaction with compounds of Formula VI (when Rr is COOH), 




Formula VI 



gives compounds of Formula- XXUI. 



23. (Cancelled) 



24. (Cancelled) 

25. (Cancelled) 

26. (Cancelled) 

27. (Cancelled) 

28. (Cancelled) 
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